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CLAIMS 

We claim: 

1. A compound of Formula (la): 




(la) 

or a pharmaceutically acceptable salt, hydrate or solvate thereof, 
wherein: 

A and B are independently Cu alkylene optionally substituted with 1 to 4 
methyl groups; 

D is O, S, S(0), S(0)2, CR2R3 or N-R2; 

V is selected from the group consisting of C1.3 alkylene, ethynylene and C1.2 
heteroaUcylene wherein each are optionally substituted with 1 to 4 substituents 
selected from the group consisting of C1.3 alkyl, Ci^ alkoxy, carboxy, cyano, C1.3 
haloalkyl and halogen; or 

V is absent; 

W is NR4, O, S, S(0) or 8(0)2; or 

W is absent; 

XisNorCRs; 

V is N or CRsi 

Z is selected from the group consisting of C1.5 acyl, C1.5 acyloxy, alkoxy, 
Ci^ aUkyl, Ci^ alkylcarboxaniide. Cm alkylthiocarboxamide. Cm aUqflsulfonamide, 
Cm alkylsulfinyl. Cm alkylsulfonyl, Cm alkylthio. Cm alkylthioureyl, Cm 
allgrlureyl, amino, ei.2 alkylamiiio, C2-4 dialkylamino, carbo-CM-alkoxy, 
carboxamide, carboxy, cyano, C^^ diacylamino, dialkylcaiboxamide, Cm 
dialkylthiocarboxamide, dialkylsulfonamide. Cm dialkylsulfonylamino, formyl, 
Ci:4 haloalkoxy. Cm haloalkyl. Cm haloalkylcarboxamide. Cm haloalkylsulfinyl. Cm 
haloalkylsulfonyl. Cm haloalkylfliio, halogfen, aiyl, heterocyclic, heteroaryl, 
hydroxyl, hydroxylainino, nitro and tetrazolyl, wherein Ci^ alkyl and C1.5 acyl are 
each optionally substituted with 1, 2, 3 or 4 groups selected from the group consisting 
of Ci.s acyl, C,.5 acyloxy. Cm alkoxy. Cm alkylcarboxamide. Cm allq^lsulfonamide. 
Cm alkylsulfinyl. Cm alkylsulfonyl. Cm alkylthio. Cm alkylureyl, amino, C1-2 
alkylamino, C2-4 dialkylamino, carbo-Ci^-alkoxy, carboxan^de, carboxy, cyano, 
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formyl, haloalkoxy. Cm haloalkylsulfinyl, Cn haloalkylsulfonyl, Ci^ 
haloalkylthio, halogen, hydroxyl, hydroxylamino and nitro; or 
Z is a group of Formula (A); 

H H 

(A) 

wherein: 

R7 is H, C,^ alkyl or Cs^ cycloalkyl; and 
R? is H, nitro or nitrile; 
Ati is aryl or heteroaryl wherein each are optionally substituted wifli Rj-Ris; 

Ri is selected from the group coiisisting of H, C1.5 acyloxy, alkenyl, Ci^ 
alkoxy, Ci^ alkyl, Ci_4 alkylcarboxamide, C2-6 alkynyl, alkylsulfonamide, 
alkylsulfinyl, alkylsulfonyl, alkylthio, Ci^ alkylureyl, amino, Oi^t 
alkylamino, Ca-g dialkylamino, carboxamide, cyano, €3^ cycloallQfl, 
dialkylcarboxamide, dialkylsulfonamide, halogen, haloalkoxy, 
haloalkyl. Cm haloallcylsulfinyl. Cm haloalkylsulfonyl, C1.4 haloalkylthio and 
hydroxyl; 

R2 is selected from the group consisting of H, Ci.s acyl, C^ acyloxy. Cm 
alkoxy, Cj^ alkyl. Cm alkylcarboxamide, Cm alkylthiocarboxamide, Ci^ 
alkylsulfinyl. Cm alkylsulfonyl, Cm alkylthio, amino, carbo-Ci^-alkoxy, 
carboxamide, carboxy, cyano, Ca^ycloalkyl, C2.6 dialkylcarboxamide. Cm 
haloalkoxy. Cm haloalkyl, halogen, heteroaryl, hydroxyl and phenyl; and wherein Cj. 
8 alkyl, heteroaryl and phenyl are each optionally substituted with 1 to 5 substituents 
selected from the group consisting of C1.5 acyl, Ci.s acyloxy. Cm alkoxy, Ci^ alkyl, 
Ci^ alkylamino. Cm alkylcarboxamide. Cm alkylthiocarboxamide. Cm 
alkylsulfonamide, Ci^ alkylsulfinyl. Cm allsylsulfonyl. Cm alkylthio. Cm 
aBcylthioureyl, Cm alkylureyl, amino, carbo-Ci^-alkoxy, carboxamide, caiboxy, 
cyano, Cs^ydoalkyl, CWcycloalkyl-C|.3-alkylene, CW<Jycloalkyl-Ci.3- 
heteroalkylene, C2.8 dialkylarnino, dialkylcarboxamide. Cm 
. dialkylthiocarboxamide, dialkylsulfonamide, C,^ alkylthioureyl, Om haloalkoxy. 
Cm haloalkyl. Cm haloallgrlsulfinyl. Cm haloalkylsulfonyli Cm haloalkyl. Cm 
haloallqrlthio, halogen, heterocycUc, hydroxyl, hydroxylamino and nitro; or 

R2 is -Atz-Ats wherein A12 and Ats are independently aryl or heteroaryl each 
optionally substituted with 1 to 5 substituents selected from the group consisting of 
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H, Cus acyl, Ci.s acyloxy, Cm alkoxy, C,.s alkyl. Cm alkylcarboxamide, Cm 
alkylthiocarboxamide. Cm allcylsulfmyl. Cm alkylsulfonyl. Cm alkylthio, amino, 
carbo-Ci.6-alkoxy, carboxamide, carboxy, cyano, Cs^ycloalkyl, C^^ 
dialkylcarboxamide. Cm haloalkoxy, Cm haloalkyl, halogen, hydroxyl and nitro; or 
R2 is a group of Formula (B): 

N 

(B) 

wherein: 

Ri4 is Ci-8 

alkyl or Cs^ cycloalkylj and Rjs is F, CI, Br or 

CN;or 

R2 is a group of Formula (C): 

(C) 

wherein: 

G is C=0, CR,6R,7, 0, S, S(0), 8(0)2; where Ri^ and R,, are 
independently H or C1.8 alkyl; and 

Ar4 is phenyl or heteroaiyl optionally substituted with 1 to 5 
substituents selected from the group consisting of Ci.s acyl, C1.5 

acyloxy. Cm alkoxy, Ci^ alkyl. Cm alkylcarboxamide. Cm 
alkylthiocarboxamide, Cm alkylsulfonamide. Cm alkylsulfinyl. Cm 
alkylsulfonyl, Cm alkylthio. Cm alkylthioureyl. Cm alkylureyl, 
amino, carbo-Ci^alkoxy, carboxamide, carboxy, cyano, Ca^- 
cycloalkyl, dialkylcarboxamide. Cm dialkylthiocarboxamide, Q. 
« dialkylsulfonanide. Cm alkylthioureyl. Cm haloalkoxy. Cm 

haloalkyl. Cm haloalkylsulfinyl. Cm haloalkylsulfonyl. Cm 
haloalkyl. Cm haloalkylthio; halogen, heteroaryl, hydroxyl, 
hydroxylamino and nitro; 

R3 is H, Ci^s allgrl. Cm alkoxy, halogen or hydroxyl; • 

RfisH br Ci^ • alkyl; 
v; : R5 and R« are independently H, Ci^ alkyl or halogen; 

R9 is selected from the group consisting of Ci.s acyl, Ci-s acyloxy, 
alkenyl. Cm alkoxy, C,^ alkyl, Cm alkylamino. Cm alkylcarboxamide, C2-6 alkynyl. 
Cm alkylsulfonamide. Cm alkylsulfinyl, Cm alkylsulfonyl, Cm alkylthio. Cm 
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alkylureyl, amino, arylsulfonyl, carbo-C,.6-alkoxy, carboxamide. carboxj', cyano, Cj^ 
cycloalkyl, C2.6 dialkylamino, C2.6 dialkylcarboxamide, C2.6 dialkylsulfonamide, 
halogen, C,^ haloalkoxy, haloalkyl, C,^ haloalkylsulfinyl, C,^ haloalkylsulfonyl, 
C,^ haloalkylthio, heterocyclic, heterocyclicsulfonyl, heteroaryl, hydroxyl, nitro, Q.7 
oxo-cycloalkyl, phenoxy, phenyl, sulfonamide and sulfonic acid, and wherein C,.; 
acyl, Cm alkoxy, C,^ alkyl. C,^ alkylsulfonamide. alkylsulfonyl, arylsulfonyl, 
heteroaryl, phenoxy and phenyl are each optionally substituted with 1 to 5 
substituents selected independently from the group consisting of Cs acyl, C1.5 
acyloxy, Cz^ alkenyl, C,^ alkoxy, Cg alkyl, G,^ alkylcarboxamide, Cz^ aUcynyl, C,^ 
alkylsulfonamide. Cm alkylsulfinyl. Cm alkylsulfonyl. Cm alkylthio, Cm alkylureyl, 
carbo-C,^alkoxy, carboxamide, carboxy, cyano, Cj^ cycloalkyl, Cj^ 
dialkylcarboxamide, halogen. Cm haloalkoxy. Cm haloalkyl. Cm haloalkylsulfmyl. 
Cm haloalkylsulfonyl. Cm haloalkylthio, heteroaryl, heterocyclic, hydroxyl, nitre and 
phenyl; or 

R9 is a group of Formula (D): 



"p" and V are independently 0, 1, 2 or 3; and 
R18 is H, C1.5 acyl, alkssnyl, C,^ alkyl. Cm 
alkylcarboxamide, alkynyl. Cm alkylsulfonamide, carbo-Cj^ 
alkoxy, carboxamide, carboxy, cyano, cycloalkyl, 
dialkylcarboxamide, halogen, heteroaryl or phenyl, and wherein the 
heteroaryl and phenyl are each optionally substituted with 1 to 5 
substituents selected indepeaidentiy from the group consisting of C|^ 
alkoxy, amino; Cm alkylamino.Qi^s alkynyl, Ca^ dialkylamino, 
halogen. Cm haloalkoxy. Cm haloalkyl and hydroxyl; and 
Rio-Rij are independently selected form tiie group consisting of Cj.s acyl, Ci. 
acyloxy, C2.<i alkenyl, Cm alkoxy, C,^ alkyl. Cm alkylcarboxamide, 
Cz^ alkynyl, Cm alkylsulfonamide, Cj^ aUylsulfinyl, Cm alkylsulfonyl. Cm ' 
allQflthio, Cm alkylureyl, carbo-Ci^alkoxy, carboxamide, carboxy, cyano, 
cycloalkyl, diallqflcarboxamide, halogen. Cm haloalkoxy. Cm haloalkyl. Cm 
haloall^lsulfinyl. Cm haloalkylsulfonyl. Cm haloallqrlthio, hydroxyl and nitro; or 




O 



(D) 



wherein: 
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two adjacent Rio-Ru groups together with Ati form a 5, 6 or 7 membered 
cycloalkyl, cycloalkenyl or heterocycHc group wherein the 5, 6 or 7 
membered group is optionally substituted with halogen. 

2. The compound according to claim 1 wherein W is NRi- 

3. The compound according to claim 2 wherein R4 is H. 

4. The compound according to claim 2 wherein R4 is CH3 or CH2CH3. 

5. The compound according to, claim 1 wherein W is O. 

6. The compound according to clairh 1 wherein W is S. 

7. The compound according to claim 1 wherein W is absent. 

8. The compound according to claim 1 wherein W is absent and V is ethynylene. 

9. The compound according to any one of claims 1 to 7 wherein V is -CH2- or - 
CH2CH2-. 

10. The compound according to any one of claims 1 to 7 wherein V is -OCH2CH2-. 

11. The compound according to any one of claims 1 to 7 wherein V is absent 

12. The compound according to any one of claims 1 to 1 1 v<*erein A is ethylene and B is 
methylene. 

13. The compound according to any one of claims 1 to 1 1 wiierein A is propylene and B 
■ is methylene. 

14. The compound according to any one of claims 1 to 11 wherein A and B are both 
ethylene wherein A and B are optionally substituted with 1 to 4 methyl groups. 

15. The compound according to any one of claims 1 to 14 wherein D is O, S, S(0) or 

S(0)2. 
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16. The compound according to any one of claims 1 to 14 wherein D is CR2R3. 

17. The compound according to claim 16 wherein R2 is selected from the group 
consistmg of H, €,.5 acyl, €,.5 acyloxy. Cm alkoxy, C,.s alkyl, C,^ alkylcarboxamide. 
Cm alkylthiocarboxamide. Cm alkylsulfinyl. Cm alkylsulfonyl. Cm alkylthio, amino, 
carbo-C,.6-alkoxy', carboxamide, carboxyl, Cj-s cycloalkyl, Cm haloalkoxy. Cm 
haloalkyl, halogen and hydroxyl. 

18. The compound according to claim 17 wherein R2 is selected from the group 
consisting of C(0)CH3, (XPmca^, C(0)CH2CH2CH3, CiO)CH{CH^h, 
C(0)CH,GH2CH2CH3, 0C(0)CH3, OC(0)CH2CH3, OC(0)CH2CH2CH3, OCH3, 
OCH2CH3, OCH2CH2CH3, OCH(CH3)2, OCH2(CH2)2CH3, CH3. CH2CH3, 
CH,CH2CH3, CH(CH3)2, CH(CH3)(CH2GH3). C^l^(CH^)^Ca^, CH2(CH2)3CH3, 
C(0)NH2, CO2CH3, CO2CH2CH3, CO2CH2CH2CH3. COjCHCCHj)^, 
CO,CH2(CH2)2CH3, and CO2H. 

19. The compound according to claim 17 wherein R2 is selected from the group 
consisting of S(0)2CH3, S(0)2CH,CH3, S(0)2CH2CH2CH3, S(0)2CH(CH3)2, 
S(0)2CH2(CH2)2CH3, cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, hydroxyl, and 
F. 

20. The compound according to claim 16 wherein R2 is C,^a%l, or heteroaryl each 
optionally substituted with 1 to 5 substituents selected from the group consisting of 
C,.s acyloxy. Cm alkoxy, C,^ alkyl. Cm alkylsulfonyl. carbo-C,^-alkoxy. 
carboxamide. carboxy, Cj^ycloallQrl, C3:«-cyoloalkyl-C,.3-alkylene. Cj^-cycloalkyl- 
Ci-3-lieteroalkylene, and hydroxyl. 

21 . The compound according to claim 20 wherein R2 is selected from the group 
consisting of CH2OCH3. CH2CH2OCH3, CH2OCH2CH3, CH2OCH2CH2CH3, 
CH2CH2OCH2CH3. CH2CH2OGH2CH2CH3, CHzOCHCCHjX, CH20CH2CH(CH3)2, 
CH2CO2H. CH2CH2b02H. CH2OH. CH2CH2OH and CH2C3I2CH20H. 

22. The compound according to claim 20 wherein Rj is selected from the group 
consisting of CUiSiO)^,, CH2S(0)2CH2CH3, CH2S(0)2CH2CH2CH3, 
CH2S(0)2CH(CH3)2. CH2S(0)2CH2(CH2)2CH3. CH2CH2S(0)2CH3, 
CH2CH2S(0)2CH2CH3, CH2CH2S(0)2CH2CH2CH3, CH2CH2S(0)2CH(CH3)2. 
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CH2CH2S(0)2CH2(CH2)2CH3, CHzOCH^-cyclopropyl, CHzOCHa-cyclobutyl. 
CHjOCHz-cyclopentyl, and CHaOCHj-cyclohexyl. 

23. The compound according to claim 20 wherein R2 is selected from the group 
consisting of l,2,4-oxadiazol-3-yl, l,2,4-oxadiazol-5-yl, l,3,4-oxadia2ol-2-yl, 3- 
methyl-l,2,4-oxadiazol-5-yl, 3-ethyl-l,2,4-oxadiazol-5-yl, 3-isopropyl-l,2,4- 
oxadiazol-5-yl, 3-propyl-l,2,4-oxadiazol-5-yl, 3-<-butyl-l,2,4-oxadiazol-5-yl, and 3- 
cyclopropyl-l,2,4-oxadiazol-5-yl. 

24. The compound according to claim 16 wherein R2 is -Ar2-Ar3 wherein Ar2 and A13 are 
independently aryl or heteroaryl each optionally substituted with 1 to 5 substituents 
selected from the group consisting of C1.5 acyl, Cj.s acyloxy, Ci^ alkoxy, Ci^ alkyl. 
Cm alkylcarboxamide, alkylthiocarboxamide, alkylsulfinyl, C1.4 
alkylsulfonyl, Cm alkylthio, amino, carbo-Ci.6-alkoxy, carboxamide, carboxy, cyano, 
Cs^ycloalkyl, C2.6 dialkylcarboxamide. Cm haloalkoxy, Cm haloalkyl, halogen, 
hydroxyl and nitro. 

25. The compound according to claim 24 wherein Ar2 is a heteroaryl and Axs is phenyl. 

26. The compound according to claim 16 wherein R2 is Formula (C): 

(C) 

wherein: 

G is C=0, CRifiRiT, O. S, S(0), 8(0)2; wherein and R,7 are 
independently H or C1.2 alkyl; 
and 

Ar4 is phenyl or heteroaryl optionally substituted with 1 to 5 
substituents selected from the group consisting of Cm alkoxy, Ci^ alkyl, Gi^ 
haloalkoxy. Cm haloalkyl, and halogen. 

27. The conqjound according to claim 26 wherein G is C=0, CH2 or O. 

28. The con^joimd according to claim 26 wherein G is S,S(0) or 8(0)2- 



29. 



The compound according to any one of claims 26 to 28 wherein Ar4 is selected from 
the group consisting of pyridinyl, pyridazinyl, pyrimidinyl and pyrazinyl. 
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30. The compound according to anj' one of claims 26 to 29 wherein Ar4 is 2-pyridyl. 

3 1 . The compound according to any one of claims 26 to 30 wherein R,6 and R„ are both 
H. 

32. The compound according to any one of claims 1 6 to 3 1 wherein R3 is H. 

33. The compound according to any one of claiiiis 1 to 14 wherein D is N-R2. 

34. The compound according to claini 33 wherein R2 is H, or carbo-Ci.«-alkoxy. 

35. The compound according to claim 34 wherein R2 is selected from the group 
consisting of CO2CH3, CO2CH2CH3, CO2CH2CH2CH3, C02CH(CH3)2 and 

C02CH2(CH2)2CH3. 

36. The compound according to claim 33 wherein R2 is C,.8 alkyl optionally substituted 
with 1 to 5 substituents selected from the group consisting of C1.4 alkylsulfonyl, 
carbo-C,.«-alkoxy, and carboxy. 

37. The compound according to clafan 36 wherein R2 is CH2C02Et, or CH2CH2CO2H. 

38. The conqjouiid according to claim 36 wherein R2 is selected from the group 
consisting of CH2CaH2S(0)2CH3, CH2CH2S(0)2CH2CH3, CH2CH2S(0)2CH2CH2CH3, 
CH2CH2S(0)2CH(CH3)2 and CH2CH2S(0)2CH2(CH2)2CH3. 

39. The conqiound according to any one of claims 1 to 38 wherein Z is selected from the 
groiq) consisting of C1.5 acyl, C,.g alkyl. Cm alkylcarboxamide, amino, cyano, 
diacylamino, C2I6 dialkylsulfonamide, formyl, halogen, heterocyclic, and nitro 
wherein Ci^ allqrl and C1.5 acyl are each optionally substituted with 1, or 2 groups 
selected from the group consisting of C2.4 dialkylminOi hydroxy, and halogen.' 



40. 



The conqround according to claim 39 wherein Z is selected from the group consisting 
of nitro, amino, formyl, 1SIHC(0)CF3, Br, NHC(0)CH3, N(C(0)CH3)2, N(S(0)2C3l3)2, 
CH3, [l,3]dioxolan-2-yl, CH2OH, CHiNCCHs)!, and C(0)CH3. 
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4 1 . The compound according to any one of claims 1 to 40 wherein R, is selected from the 
group consisting of H, Ci^ alkyl, and amino. 

42. The compound according to any one of claims 1 to 41 wherein Ar, is phenyl 
optionally substituted with R9-R13. 

43. The compound according to claim 42 wherein R9 is selected from the group 
consisting of Cs acyl, C,^ alkoxy, C,.8 alkyl. Cm alkylcarboxamide, alkynyl, C,. 
4 alkylsulfonamide, €2^ dialkylsulfonamide, alkylsulfmyl. Cm alkylsulfonyl. Cm 
alkylthio, amino, arylsulfonyl, C2..6 diallq'lamino, C2-6 dialkylsulfonamide, and 
carboxamide. 

44. The compound according to claim 43 wherein R9 is selected from the group 
consisting of C(0)CH3, CCOKHaCHj, C(0)CH2CH2CH3, C(0)CH(CH3)2, 
C(0)CH2CH2CH2CH3, OCH3, OCH2CH3, OCH2CH2CH3, OCH(CH3)2, 
OCH2CH2CH2CH3, CH3, CH2CH3, GH2CH2CH3, CH(CH3)2, CH(CH3)(CH2CH3), 
CH2(CH2)2CH3, CH2(CH2)3CH3, CH2(CH2)4CH3, CH2(CH2)5CH3. C(0)NHCH3, 
C(0)NHCH2CH3, C(0)NHCH2CH2CH3, C(0)NHCH(CH3)2, feCH, S(0)2lSIHCH3, 
S(0)2NHCH2CH3, S(0)2NHCH2CH2CH3, S(0)2NHCH(CH3)2, 
S(0)2NHCH2(CH2)2CH3, S(0)2MiCH(CH3)CH2CH3. S(0)2N(CH3)2, 
S(0)2N(Et)(CH3), S(0)2CH3, S(0)2CH2CH3, S(0)2CH2CH2CH3, S(0)2CH(CH3)2, 
S(0)2CH2(CH2)2CH3, S(0)2CH(CH3)CH2CH3. SCH3, SCH2CH3, SCH2CH2CH3, 
SCH(CH3)2, SCH2(CH2)2CH3, amino, SQOihVh, N(CH3)2, N(CH3)(Et), N(Et)2 and 
C(0)NH2. 

45. The conq)ound according to claim 42 wherein R9 is selected from the group 
consisting of cyano, Cj^ cycloalkyl, halogen. Cm haloalkoxy. Cm haloalkyl. Cm 
haloaDcylsulfonyl, and Cm haloalkylfhio. 

46. The compound according to claim 45 wherein R, is selected from the group 
consisting of cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl, Cl, F, Br, OCP3, 
OCHF2, OCH2CF3, CF3, CHF2, CH2CF3, SCF3, SCHF2 and SCH2CF3. 

47. The compound according to claim 42 wherein R9 is selected from the group 
consisting of heterocyclic, heterocyclicsulfonyl, heteroaryl, hydroxy, C4.7 0x0- 
cycloalkyl, phenoxy and phenyl. 
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The compound according to claim 47 wherein is selected from the group 
consisting of moipholin-4-yl, thiomoipholin-4-yl, l-oxo-R''-thiomorpholin-4-yl, 1,1- 



piperazin-l-yl, 4-propyl-piperazin-l-yl, piperidin-l-yl, pyrrolidin-l-yl, 2,5-dioxo- 
imidazolidin-4-yl, 2,4-dioxo-thiazolidin-5-yl, 4-oxo-2-thioxo-thiazolidin-5-yl, 3- 
methyl-2,5-dioxo-inudazolidin-4-yl,3-methyl-2,4-dioxo-thiazolidin-5-yl, 3-methyl-4- 
oxo-2-thioxo-thiazolidin-5-yl, 3-ethylr2,5-dioxo-imidazolidin^-yl, 3-ethyl-2,4-dioxo- 
thiazolidin-5-yl, and 3-ethyl-4-oxo-2-thioxo-thiazolidin-5-yl. 

The compound according to claim 47 wherein R« is selected from the group 
consisting of lH-imidazol-4-yl, [l,2,4]triazol-l-yl, [l,2,3]triazol-I-yl, (l,2,4]triazol- 
4-yl, pyrrol-l-yl, pyrazol-l-yl, lH-pyrazol-3-yl, imidazol-l-yl, oxa2»l-5-yl, oxazol-2- 
yl, [l,3,4]oxadiazol-2-yl, [l,3,4]thiadiazol-2-yl, [l,2,4]oxadiazol-3-yl, 
[l,2,4]thiadiazol-3-yl, tetrazol-l-yl, pyrimidin-5-yl, pyrimidin-2-yl, pyrimidin-4-yl, 
pyridazin-3-yl, pyrida2in-4-yI, pyrazin-2-yl, l,3-dioxo-l,3-dihydro-isoindol-2-yl and 
[l,2,3]thiadiazol-4-yl. 

The compound according to claim 42 wherein Rx, is Ci^ alkyl or Ci^ alkoxy 
optionally substituted with 1 to 5 substituents selected independently from the group 
consisting of C1.5 acyl, C,^ alkoxy, C,^ alkylcarboxamide, aUcylsuIfonyl, carbo- 
Ci^alkoxy, carboxamide, carboxy, cyano, and hydroxyl. 



5 1 . The compound according to claim 50 wherein R9 is selected from the group 
consisting of CH2OCH3, CH2OCH2CH3, CHzOCHzCHiCHa, CH20CH(CH3)2, 
CH20CH2(CH2)2CH3, CH2CH2OCH3, CH2CH2OCH2CH3, CH2CH2OCH2CH2CH3, 
CH2CH20CT(CH3)2 and CH2CH20CH2(ai2)2CH^ 

52. The compound according to claim 42 wherein Rg is of Formula (D): 



Dioxo-R -thiomorpholin^-yl, piperazin-l-yl, 4-methyI-piperazin-l-yl, 4-ethyl- 




O 



(D) 



wherein: 



"p" and "r" are independently 0, or 1; and 
R18 is H, carbo-Ci^alkoxy, heteroaiyl or phenyl, and 
wherein the heteroaryl and phenyl are each optionally substituted 
with 1 to 5 substituents selected independently from the group 
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consisting of Cm alkoxy, amino, Cm alkylamino, C2-6 alkynyl, Cj-s 
dialkylamino, halogen, Cm haloalkoxy. Cm haloalkyl and hydroxyl. 

53. The compound according to claim 52 wherein p = 0 and r = 0. 

54. The compound according to claim 53 wherein Rjg is phenyl optionally substituted 
with 1 to 5 substituents selected independently from the group consisting of Cm 
alkoxy, amino, Cm alkylamino, Cj-e alkynyl, Q.g dialkylamino, halogen. Cm 
haloalkoxy, Cm haloalkyl and hydroxyl. 

55. The compound according to claim 52 wherein p = 0 and r = I . 

56. The compound according to claim 55 wherein Rn is carbo-C,^-alkoxy or carboxy. 

57. The compound according to any one of claims 43 to 56 wherein jR, is substituted at 
the para position on the phenyl. 

58. The compound according to any one of claims 42 to 57 wherein R10-R13 are 
independently selected from the group consisting of C,.s acyl, Cm alkoxy, Ci^ alkyl, 

alkylcarboxamide, Cm a%lureyl, carbo-C,^alkoxy, carboxamide, carboxy, 
cyano, cycloalkyl, halogen. Cm haloalkoxy and C,^ haloalkyl. 

59. The compound according to any one of claims 42 to 57 wherein one or two R10-R13 
groups are independently halogen. 

60. The coin)pund according to any one of claims 42 to 59 wherein two adjacent Rio-R,i 
groups together wiith the phaiyl form a 5. 6 or 7 membered cycloalkyl, cycloalkenyl 
or heterocyclic group wherein the 5, 6 or 7 membered group is optionally substituted 
wife halogen. 

61. The con^und according to claim 60 wherein the heterocyclic group togelixer with 
the phenyl group is a 2,3-dihydro-benzofuran-5-yl, benzo[l,3]dioxoI-5-yl group, 2,3- 
dihydro-benzo[l,4]dibxin-6-yl,2,3-dihydro-ben2o[l,4]dioxin-2-yl group, 3,4- 
dihydro-2H-benzo[b][l,4]dioxepin-7-yl group. 



62. 



The compound according to any one of claims 1 to 41 wherein Ar, is heteroaiyl 
optionally substituted with Rfl-Rij. 
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63 . The compound according to claim 62 wherein Rg is selected from the group 
consisting of C,^ alkoxj', d.g alkyi, Ci^ alkylcarboxamide, Cj^ alkylsulfonyl. Cm 
haloalkyl, hydroxy, halogen, and phenyl. 

64. The compound according to claim 63 wherein R9 is selected from the group 
consisting OCH3, OCaizCHj, OCH2CH2CH3, OCH(CH3)2, OCH2CH2CH2CH3, CH3, 
CH2CH3, CH2CH2CH3, CH(CH3)2, CH(CH3)(CH2CH3), CH2(CH2)2CH3, 
CH2(CH2)3CH3, CH2(CH2)4CH3, CH2(CH2)5CH3, C(0)NHCH3, C(0)NHCH2CH3, 
C(0)NHCH2CH2CH3, C(0)NHCH(CH3)2, C(0)NHCH2(CH2)2CH3, S(0)2CH3, 
S(0)2CH2CH3, S(0)2CH2CH2CH3, S(0)2CH(CH3)2, CI, F, Br, CF3, CHF2, CH2CF3, 
■and hydroxy. 

65. The compound according to any one of claims 62 to 64 wherein Rio-Ru are 
independently C.j acyl, Ci^ alkoxy, Cs alkyl, C,^ alkylcarboxamide, C^ 
alkylureyl, carbo-Ci.fi-alkoxy, carboxamide, carboxy, cyano, Cj^ cycloalkyl, halogen. 
Cm haloalkoxy and Cm haloalkyl. 

66. The compound according to any one of claims 62 to 64 wherein one or two R10-R13 
groups aire independently halogen, 

67. The compound according to any one of claims 1 to 66 wherein X is N and Y is CH. 

68. The compound according to any one of claims 1 to 66 wherein X is N and Y is CP. 

69. The compound according to any one of claims 1 to 66 wherein X is CH and Y is N. 

70. The compound according to any one of claims 1 to 66 wherein X and Y are N. 

71. The coiiipound according to any one of claims 1 to 66 wherein X and Y are CH. 

72. The compound according to any one of claims 1 to 66 wherein X is CH and Y are CF. 

73. The compound according to claim 1 wherein said compound is selected from the 
group consisting oC 

l-[6-{4-Inudazol-l-yl-phenoxy)-5-nitro-pyriiiudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 
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l-[6<2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-pyriinidin-4- 
yl]-piperidine-4-carboxylic acid ethyl ester; 

l-[6-(4-Methanesulfonyl-phenoxy)-5-nitro-pyrimidin-4-yl]-piperidiQe-4- 
carboxylic acid ethyl ester; 

l-[6-(Benzo[l,2,5]oxadiazol-5-yloxy)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
carboxylic alcid ethyl ester, 

1 - {6-[4-(2-Methoxycarbonyl-acetyl)-phenoxy]-5-nitro-pyriinidin-4-yl} - 
piperidine-4-carboxylic acid ethyl ester, 

■ l-[5-Aiiiino-6-(2-methyl-5-trifluor6methyl-2H-pyrazol-3-yloxy)-pyrimidin- 
4-yl]-piperidine-4-carboxylic acid ethyl ester; 

l-[6-(2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-(2,2,2-trifluoro- 
acetylamino)-pyriinidin-4-yl]-piperidine-4-carboxylic acid ethyl ester; 

Propionic acid l-[2-aniino-5-fonnyl-6-(2-methyl-5-trifluoroinethyl-2H- 
pyrazol-3-yloxy)-pyriinidin-4-yl]-piperidin-4-yl ester, 

4-[6-{2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-rdtro-pyriimdiii-4- 
yl]-piperazine-l-carboxylic acid ethyl ester, 

l-[6-(2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-mtro-pyriinidin-4- 
yl]-piperidine-4-carboxylic acid methyl ester; 

2,6-Dimethyl-4-[6-(2-methyl-5-trifluoromethyl-2H-pyra2ol-3-yloxy)-5-nitro- 
pyriniidin-4-yl]-morpholine; 

l-[6<2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-pyriimdin-4- 
yl]-piperidiiie-3-carboxylic acid ethyl ester, 

l-[6<2-Methyl-5-1rifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-pyrimidih-4- 
yl]-piperidine-4-carboxylic acid ethylamide; 

l-[6-(2-Methyl-5-phenyl-2H-pyiazol-3fyloxy)-5-mtro-pyriinidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester, 

4<2-Methyl-5-trifluoromethyl-2H-pyrazol-3'yloxy)-5-nitro-^-piperidin-l-yl' 
pyrimidine; 

l-[5-Nitro-6-(2-trifluoromethyl-4jenzyloxy)-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-[5-Nitro-6<3-trifluoromethyl-ben2yloxy)-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[5-Nitro-6<4-trifluoroinethyl-benzylpxy)-pyrimidin-4-yl]-piperidiiie-4- 
carboxylic acid ethyl ester; 

l-[5-Broino-€-{2-me%l-5-trifluoromethyl-2H-pyrazol-3-yloxy)-pyrimidm- 
4-yl]-piperidine-4-carboxylic acid ethyl ester. 
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l-[5-Acetylamino-6-(2-methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)- 
pyrinudin-4-yl]-piperidine-4-carboxylic acid ethyl ester; 

1 -[5 -DiacetylaiTuno-6-(2-methyl-5-trifluoromethyl-2H-pyrazol-3 -yloxy)- 
pyriinidin-4-yl]-piperidine-4-carboxylic acid ethyl ester; 

l-[6-{2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-pyriimdin-4- 
yl]-piperidine-4-carboxylic acid; 

l-{5-Nitro-6-[2-(2-trifluoromethyl-phenyl)-ethoxy]-pyrinudin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester, 

1 - {5-Nitro-6-[2-(3-trifluoroinethyl-phenyl)-ethoxy]-pyrimidin-4-yl} - 
piperidine-4-carboxylic acid ethyl ester; 

l-[5-Di-<methanesulfonyl)amino-6-(2-methyl-5-trifluoromethyl-2H-pyrazol- 

3- yIoxy)-pyriinidin-4-yI]-piperidine-4-carboxylic acid ethyl ester; 

l-[5-Nitro-6-(3-trifluoromethyl-phenoxy)-pyriimdin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[5-Methyl-6-(2-methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-pyrimidin- 

4- yl]-piperidine-4-carboxylic acid ethyl ester; 

l-[5-Nitro-6-(2-trifluoromethyl-phenoxy)-pyrimidin-4-yl]-piperidine-4- . 
carboxylic acid efliyl ester; 

l-[5-Nitro-6-(4-trifluoromethyl-phenoxy)-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-[6-(4-Fluoro-phenoxy)-5-nitro-pyriimdin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester, 

l-[6-(2,5-Dimethyl-2H-pyrazol-3-yloxy)-5-nitro-pyriinidin-4-yl]-piperidine- 
4-carboxylic acid ethyl ester; 

l-[6:^4-Bromo-phenoxy)-5-nitro-pyrinudiri-4-yI]-piperidine-4-carboxylic 
acid ethyl ester, 

146-{4<3dpro-phenoxy)-5-nitro-pyriniidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester; 

l-[6-(4<;aibamoyl-phenoxy)-5-rutro-pyrimidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester; , 

l-{6-[4-{2-Metihoxy-ethyl)-phenoxy]-5-riitro-pyrinudiii-4-yl}-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(4-CyclopeiityI-phenoxy)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
caiboxylic acid ethyl ester; 

l-[5-Nitro-6-{4-pyrrol-l-yl-pheiioxy)-pj'riinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 
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l-[6-(4-Benzoyl-phenoxy)-5-rutro-pyriniidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester, 

l-{6-[4-(4-Hydroxy-benzenesuIfonyl)-phenoxy]-5-nitro-pyrunidin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester, 

l-[6-(4'<:yano-biphenyl-4-yloxy)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(2-Aiiiino-4-ethanesulfonyl-phenoxy)-5-nitro-pyrimidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester; 

l-{6-[4-(5-Hydroxy-pyriinidin-2-yl)-phenoxy]-5-nitro-pyriinidin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester; 

1 -[5-Nitro-6-(4-sulfo-phenoxy)-pyrinudin-4-yl]-piperidine-4-carboxylic acid 
ethyl ester; 

l-[5-Nitro-6-(4-il,2,4]triazol-l-yl-phenoxy)-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

1 -[6-(4-Carbamoylmethyl-phenoxy)-5 -nitro-pyrimidin-4-yl] -piperidine-4- 
carboxylic acid ethyl ester; 

l-{6-[4-(l,3-Dioxo-l,3-dihydro-isoindol-2-yl)-phenoxy]-5-nitro-pyrimidin-4- 
yl}-piperidine-4-carboxylic acid ethyl ester; 

l-[6-(4'-Methoxy-biphenyl-4-yloxy)-5-nitro-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

1 - {6-[4-(2,5 -Dioxo-iinidazolidin-4-yl)-phenoxy] -5 -nitro-pyriniidin-4-yl} - 
piperidine-4-carboxylic acid ethyl ester; 

4-(4,4-Difluoro-piperidin-l-yl)-^-(2-methyl-5-trifluoroinethyI-2H-pyrazol-3- 
yloxy)-5-nitro-pyrimidine; \ 

1 - {5-Nitro-6-[4-(4-oxo-cyclohexyl)-phenoxy]-pyriiiiidin-4-yl} -piperidine-4- 
carboxylic acid ethyl ester, 

l-{5-Nitro-6-[4-{3-oxo-^}utyl)-phenoxy]-pyrimidin-4-yI}-piperidine-4- 
carboxylic acid ethyl esteq 

l-[5-Nitro-6-(4-propionyl-phenoxy)-pyriimdin-4-yl]-piperidine-4-carboxylic 
acid etiiyl ester; 

l-[5-Nitro-6-(4-[l,2,3]thiadia2»l-4-yl-phenoxy)-pyriirudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-{6-[4-<2-Hydroxy-ethyl)-phenoxy]-5-iutro-pyriiriidin-4-yl}-piperidine-4- 
carboxylic acid ethyl ester, 

{4-[6-{4,4-Difluoro-piperidin-l-yl)-5-iutro-pyiimidin-4-yloxy]-phenyl}- - 
phenyl-methanone; 
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3- {4-[6-(4,4-Difluoro-piperidin-l-yl)-5-nitro-pyrimidin-4-yloxy]-phenyl}-3- 
oxo-propionic acid methyl ester; 

2-[6-(4,4-Difluoro-piperidin-l-yl)-5-nifro-pyriiiiidin-4-yloxy]-5- 
ethanesulfonyl-phenylamine; 

4- (4-Cyclopentyl-phenoxy)-6-(4,4-difluoro-piperidin-l-yl)-5-nitro- 
pyrimidine; 

l-[6-<2,6-DichIoro-4-methanesuIfonyI-phenoxy)-5-mtro-pyrimidin-4-yI]- 
piperidine-4-carboxylic acid ethyl ester; 

l-{6-[4-(4-C3iloro-ben2oyl)-phenoxy]-5-nitro-pyrimidin^-yl}-piperidine^- 
carboxylic acid ethyl ester, 

l-{6-[4-(4-Hydroxy-benzoyl)-phenoxy]-5-nitro-pyriniidin-4-yl}-piperidine- 
4-carboxylic acid ethyl ester; 

l-[6-(4-Cyanomethyl-phenoxy)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

(4-{6<4-(2-MethanesuIfonyl-ethyl)-pipeiazin-l-yl]-5-nitro-pyrimidin-4- 
yloxy} -phenyl)-phenyl-methanone; 

4-(4-{6-[4-(2-Methanesulfonyl-ethyl)-piperazin4-yl]-5-iiitro-pyrimidin-4- 
yloxy} -phenyl)-butan-2-one; 

3- {4-{6-[4K2-Methanesidfonyl-ethyl)-piperazin-l-yl]-5-nitro-pyrimidin-4- 
yloxy}-phenyI)-3-oxo-propionic acid methyl ester; 

4- (4-Methyl-piperidin-l-yl)-6-(2-methyl-5-trifluoroniethyl-2H-pyrazol-3- 
yloxy)-5-nitro-pyrimidine; 

4-(4-Bromo-piperidiii-l-yl)-6-(2-methyI-5-trifluoromethyl-2H-pyrazol-3- 
yloxy)-5-nitro-pyrimidine; 

4-(2-Melhyl-5-trifluoromethyl-2H-pyra2ol-3-yloxy)-5-nilro-6-(4-propyl- 
piperidin-l-yl)-pyriimdine; 

l-[6<2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-pyrimidin-4- 
yIJ-piperidine-4-carboxylic acid amide; 

l-[5-Nitro-6-(2-oxo-2H-chromen-6-yloxy)-pyrimidin-4-yl3-piperidine-4- 
carboxylic acid ethyl estei^ 

l-[5-Nitro-6-<2K)xo-benzo[13]oxathiol-6-yIoxy)-pyrimidin-4-yl]-piperidine- 
4-carboxylic acid ethyl ester, 

l-[6-(9H-Caibazol-2-yloxy)-5<iitro-pyrimidin-4-yl];piperidine^arboxylic 
acid ethyl ester, 

l-[5-Nitro-6-(9-oxo-9H-fluorrai-2-yloxy)-pyriimdin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 



wo 2004/065380 



229 



PCT/US2004/001267 



l-{5-Amino-6-[4^(3-oxo-butyl)-phenoxy]-pyrirnidin-4-yl}-piperidine^- 
carboxylic acid ethyl ester; 

l-[6-[4-{3-Oxo-butyl)-phenoxy]-5-(2,2i2-trifluoro-acetylamino)-pyrimidm-4- 
yl]-piperidme-4-carboxylic acid ethyl ester; 

l-{5-Ainino-6-[4-(hydroxy-phenyl-methyl)-phenoxy]-pyriinidin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester, 

l-[6-(2-Benzoyl-5-methoxy-phenoxy)-5-mtro-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(6-Chloro-pyridin-3-yloxy)-5-nitro-pyrinudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(Benzo[l,3]dioxol-5-yloxy)-5-nitro-pyriinidin--4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l.[6-(4-Benzyloxy-phenoxy)-5-mtro-pyrimidin-4-yl]-piperidiiie-4-carboxylic 
acid ethyl ester; 

l-[6<3-Morpholin-4-yl-phenoxy)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid etfayl ester; 

l-[5-Nitro-6-<4-trifluoroinethylsulfanyl-phenoxy)-pyrimidiii-4-yl]-piperidine- 
4-carboxylic acid ethyl ester; 

l-[5-Nitro-6-(4-trifluoromethoxy-phenoxy)-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl esteq 

l-[6-(4-Benzoyl-phenoxy)-5<2,2,2-trifluoro-ace1ylamino)-pyriinidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester, 

{4-[5-Nitro-6-(4-propyI-piperidin-l-yl)-pyrimidin-4-yIoxy]-phenyl}-phenyl- 
methanone; 

{4-Methoxy-2-[5-nitr(>-6-(4-propyl-piperidin-l-yl)-pyriinidin-4-ylo 
phenyl}-phenyl-methanone; 

4- {4-[5-Nitro-6-<4-propyl-piperidin-^yl)-pyrimidin-4-yloxy]-phm^^ 

2-one; 

5- Nitro^(4-propyl-piperidiii-l-yl)-6-(4-[l,2,3]thiadia2ol^yl-phenoxy> 
pyrimidine; 

3-{4-[5-Nitro-6<4-propyl-piperidin-l-yl)-pyrimidin-4-ylo3Qr]-phenyl}-^ 
propionic acid methyl ester, 

5-Ethanesulfonyl-2-[5-mtro-6-(4-propyl-piperidin-l-yl)-pyriniidiii-4-yloxy]- 
phenylamine; 

l-[6-(4-Difluoromethoxy4)eiizyloxy)-5-mtro-pyrimidin4^^ 
carboxylic acid ethyl ester; 
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1- [6-(3-Difluoroniethoxy-benzyloxy)-5-nitro-pyrimidm-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

2- { l-[6-(2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-mtro-pyriniidin- 
4-yl]-piperidiii-4-yl} -ethanol; 

3- {i-[6^^2-Methyl-5-trifluoroinethyl-2H-pyrazol-3-yloxy)-5-nitro-pyrinudin- 
4-yl)-piperidin-4-yl} -propionic acid; 

4- [4-(4-Metiiyl-berizyl)-piperidiii-l-yl]-6-(2-methyl-5-trifluoromethyl-2H- 
pyrazol-3 -yloxy)-5 -nitro-pyrimidine; 

4-(3-Meaianesulfonyl-pyrrolidin-l-yl)-6H(2-methyl-5-trifluoromethyl-2H- 
pyrazol-3 -yloxy)-5 -nitro-pyrimidine; 

4-(2-Methyl-5-trifluoromethyl-2H-pyra2»l-3-yloxy)-5-nilro-6-[4-{2- 
trifluoromethyl-phenoxy)-piperidin-l-yl]-pyriinidine; 

4-(2-Methyl-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-nitro-6-[4-(pyridin-2- 
ylsulfanyl)-piperidin-l -ylj-pyriinidine; 

4'-(4-Benzoyl-phenpxy)-3'-nitro-3,4,5,6-tetrahydro-2H-[l,2nbipyridinyl-4- 
carboxylic acid ethyl ester; 

3'-Nitro-4'-[4-(3-oxo-butyl)-phenoxy]-3,4,5,6-tetrahydro-2H- 
[l,2']bipyridinyl-4-carboxylic acid ethyl ester; 

4'-[4-(2-Methoxycarbonyl-acetyl)-phenoxy]-3'-nitro-3,4,5,6-tetrahydro-2H- 
[l,2']bipyridinyl-4-carboxylic acid ethyl ester; 

4'-{2-Amiiio-4-ethanesuIfonyl-phenoxy)-3'-nitro-3^4,5,6-tetrahydro-2H- 
[l,2']bipyridinyl-4-carboxylic acid ethyl ester; 

4'-(4-Imidazol-l-yl-phenoxy)-3'-nitro-3,4,5,6-tetrahydro-2H- 
[l,2']bipyridinyl-4-carboxylic acid ethyl ester, 

4<2-Methyl-5-trifluorome11tyl-2H-pyrazol-3-yloxy)-5-mtro-6-(4- 
trifluoromethyI-piperidin-l-yl)-pyrimidine; 

4-(2-Methyl-5-trifluoromethyl-2H-pyTa261-3-yloxy)-5-nitro-6-(4- 
phenylsulfanyl-piperidin-l-yl)-pyriinidine; 

l-[6-{3-Etfaynyl-phenoxy)-5-hitroi3yrimidin-4-yl]-piperidine-4-caiboxylic 

acid ethyl ester; , 

l-[6-{4-CUoro-2-fluoro-pheinoxy)-5-iutro^yrinudin-4-yl]-piperidine-4- 

carboxylic acid ethyl ester, 

l-[6-(2,4-Difluoro-phenoxy)-5-mtro-pyriinidih-4-yl]-piperidine-4-carboxylic 

acid ethyl ester; 

l-[6-(4-Bromo-2-fluor6-phenoxy)-5-nitro-pyrimidin-4-yl]-piperidine-4- 

caiboxylic acid efliyl ester; 

4-(3-Ethynyl-phenoxy)-5^tro-6-(4-propyl-piperidin-l-yl)-pyrimidine; 
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4-(4-Chloro-2-fluoro-phenoxy)-5-nitro-6-(4-propyl-piperidin-l-yl)- 
pyrimidine; 

4-(2,4-Difluoro-phenoxy)-5-nitro-6-(4-propyl-piperidm-l-yl)-pyrimidine; 
4-(4-Broino-2-fluoro-phenoxy)-5-nitro-6-(4-propyl-piperidm-l-yl)- 
pyrimidine; 

3'-Nitro-2'-[4-<3-oxo-butyl)-phenoxy]-3,4,5,6-tetrahydro-2H- 
[ 1 ,4']bipyridinyl-4-carboxylic acid ethyl ester; 

4-[4-(3'-Nitro-4-propyl-3,4,5,6-tetTahydro-2H-[l,4']bipyridinyl-2'-yloxy)- 
phenyl]-butan-2-one; 

2'-(4-Benzoyl-phenoxy)-3'-nitro-3,4,5,6-tetrahydro-2H-[l,4']bipyridinyl-4- 
carboxylic acid ethyl ester, 

4-(4-{5-Nitro-6-[4-(pyridin-2-ylsulfanyl)-piperidin-l-yl]-pyriinidin-4- 
yloxy} -phenyl)-butan-2-one; 

[4-(3'-Nitro-4-p^opyl-3,4,5,6-tet^ahydro-2H-[l,4^bipyridinyl-2'-yloxy)- 
phenylj-phenyl-methanpne; 

4-(4-{5-Nitro-6-[4-(2-trifluoromethyl-pheiioxy)-piperidin-l-yl]-pyriinidin-4- 
yloxy} -phenyl)-butan-2-one; 

4-(4-{6-[4-(3-Methyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5-mtro- 
pyriinidin-4-yloxy}-phenyl)-butan-2-one; 

(4-{6-[4-(3-Methyl-[l,2,4]oxadiazol-5-yl)-piperidiTi-l-yl]-5-nitro-pyriinidin- 
4-yloxy}-phenyl)-phenyl-methanone; 

1- {6-[4-(4-Fluoro-benzoyl)-phenoxy]-5-nitro-pyriinidin-4-yl} -piperidine-4- 
carboxylic acid ethyl ester; 

(4-Fluoro-phenyl)-{4-[5-nitro-6-(4-propyl-piperidin-l-yl)-pyrinudin-4- 
yloxyj-phenyl} -methanone; 

4-[4-{3-Methyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(2-methyl-5^ 
trifluoromethyl-2H-pyra2»l-3-yloxy)-5-TUtro-pyrimidine; 

4-(4-Methoxymethyli3iperidin-l-yI)-6-(2-methyl-5-trifluoromethyl-2H- 
pyrazol-3-yloxy)-5-mtro-pyrimidine; 

4-{4-[6-(4-Methoxymethyl-piperidin-l-yl)-5-nitro-pyriiiiidin-4-ylo3cy]- 
phenyl} -butan-2-one; 

4-[4-(2-Meflioxy-ethyl)-piperidin-l-yl]-6-(2-methyl-5-trifluoromethyl-2H- 
. pyra2ol-3-yloxy)-5-iutro-pyrir[iidine; 

4-{446-(4-Ethoxymethyl-piperidin-l-yl)-5-nitro-pyrinudin-4-ylo3cy]- 
phenyl}-butan-2^ne; 

4-(2,4-Difluoro-phenoxy)-5-mtro-6-[4-(pyridin-2-ylsulfanyl)-piperidiix-l-yl]- 
pyrimidine; 
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(4-Methoxy-2-{5-nitro-6-[4-(jpyridin-2-ylsulfanyl)-piperidin-l-yl]-pyrimidin- 
4-yloxy}-phenyl)-phenyl-methanone; 

4-(2,4-Difluoro-phenoxy)-6-(4-ethoxymethyl-piperidin-l-yl)-5-nitro- 
pyrimidine; 

4- {4-[6-{4-Cyclopropylmethoxymethyl-piperidin- 1 -yl)-5-nitro-pyrimidin-4- 
yloxy]-phenyl} -butan-2-one; 

4- {4-[5-Nitro-^<4-propoxymethyl-piperidin-i -yl)-pyriinidin-4-yloxy]- 
phenyl} -butan-2-one; 

l-{4-[6-(4-Methoxymethyl-piperidin-l-yl)-5-nitro-.pyrinudin-4-yloxy]- 
phenyl}-ethanone; 

4-{4-[2-Nitro-3-(4-propyl-piperidin-l-yl)-plienoxy]-phenyl}-butan-2-one; 
l-{4-[2-Nitro-3-(4-propyl-piperidin-l-yl)-phenoxy]-phenyl}-ethanone; 
{4-[2-Nitro-3-{4-propyl-piperidin-l-yl)-phenoxy]-phenyl}-phenyl- 
metiianone; 

3- {4-[2-Nitro-3-{4-propyl-piperidin-l-yl)-phenoxy]-phenyl}-3-oxo-propionic 
acid methyl ester; 

4- {4-[6-(4-Butoxyinethyl-piperidm-l -yl)-5-nitro-pyriinidin-4-yloxy]- 
phenyl}-butan-2-one; 

4-{4-[6-{4Jsobutoxymethyl-piperidin-l-yl)-5-nitro-pyrimidin-4-yloxy]- 
phenyl}-butan-2-one; 

(4-Fluoro-phenyl)-[4-(3 '-nitro-4-propyi-3,4,5,6-tetrahydro-2H- 
[l,2']bipyridmyl-4'-yloxy)-phenyl]-methanone; 

4-[4-(3'-Nitro-4-propyl-3,4,5,6-tetrahydro-2H41,2'3bipyridmyl-4'-yloxy)- 
phenyl]-butan-2-one; 

3'-Nitro-4-propyl-444-[l,2,4]triazol-l-yl-phenoxy)-3,4,5,6-tetrahydro-2H- 
[1,2'jbipyridmyl; 

l-{2-Nitro-3-[4-(3K)xo-butyl)i)henoxy]-phenyl}-piperidine-4-caiboxylic 
acid ethjd ester, 

l-[3-(4-Benzoyl-phenoxy)-2-nitro-phenyl]-piperidine-4-caiboxylic acid ethyl 

ester; 

{4-[6-(4-Ethoxy-piperidin-l-yl)-5-tdtro-pyrimidin-4-yloxy]-phenyl}-(4- 
fluoro-pheinyl)-methanone; 

l-[6<2-Me%l-5-trifluoromethyl-2H-pyrazol-3-yloxy)-5-iutro-pyrimidiii-4- 
yl]-piperidiii-4-ol; 

l-[6-(4-Acetyl-phenoxy)-5-nitro-pyriiDidiii-4-yl]-piperidine-4K;aiboxylic 
acid ethyl ester. 
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(l-{6-[4-(4-Fluoro-benzoyl)-phenoxy]-5^nitro-pyrimidin^-yl}-piperidin-4- 
yl)-(4-fluoro-phenyl)-methanone; 

4-(4- {6-[4-(4-Fluoro-benzoyl)-piperidm- 1 -yl]-5 -nitro-pyrimidin-4-yloxy } - 
phenyl)-butan-2-one; 

4-(4-Methanesulfonyl-phenoxy)-5-nitro-6-[4-(pyridin-2-ylsulfanyl)- 
cyclohexyl] -pyrimidine; 

4-(4-Methaiiesulfonyl-phenoxy)-5-nitro-6-[4-(pyridin-4-ylsulfanyl)- 
cyclohexyl]-pyriinidine; 

4- [4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(4- 
methanesulfonyl-phenoxy)-pyrimidme-5-carbonitrile; 

5- [l,3]Dioxolan-2-yl-4-[4-(3-isopropyl-[l,2,4]oxadiazol-5-yl)-piperidm-l- 
yl]-6-(4-inethanesulfonyl-phenoxy)-pyrimidine; 

4- [4-(3-Isopropyl-[l^,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(4- 
methanesulfonyl-phenoxy)-pyriiiudine-5-carbaldehyde; 

5- [l,3]Dioxolan-2-yi-4-[4-(3-isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l- 
yl]-6-(4-[l ,2,3]thiadiazol-4-yl-phenoxy)-pyrimidine; 

4-[4-{3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(4- 
[l,2,3]thiadiazol-4-yl-phenoxy)-pyiiimdine-5-carbaldehyde; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(4- 
[l,2,3]thiadiazol-4-yl-phenoxy)-pyrimidine-5-carboxylic acid; 

[4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yli-6-(4- 
[l,2,3]tMadiazol-4-yl-phenoxy)-pyrimidm-5-yl]-methanol; 

[4-[4-(3-Isopropyl-[l ,2,4]oxadiazol-5-yl)-piperidin-l -yl]-6^4- 
[l,2,3]1hiadiazol-4-yl-phenoxy)-pyriniidm-5-ylme&yl]-dimet^^^ 

4-(4-Methanesulfonyl-phenoxy)-5-mtro-6-(4-phenylsulfanylH;yclohexyl^ 
pyrimidine; 

4-[4-(3-tert-Butyl-[l,2,4]oxadia2ol-5-yl)-piperidin-l-yl]-6-{6- 
metiianesulfonyl-pyridin-3-yloxy)-5-iutro-pyrimidine; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidui-l-yl]-6-{4~ 
methanesulfonyl-phenoxy)r2-methyl-pyriimdiner5-carbonitrile; , 

and . , ' 

l-[4-[4-(3-Isopropylr[l ,2,4]oxadia2ol-5-yl>i>iperidin-l-yl]-6-(4- 
methanesulfonyl-p!ienoxy)-pyrimidin-5-yl]-ethanone; 

or a phannaceutically acceptable salt, hydrate or solvate thereof. 



74. 



The compound according to claim 1 wherein said compound is selected from the 
group consisting of: 
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1 - {6-[(Benzo[ 1 ,3]dioxol-5-ylmethyl)-amino]-5-nitro-pyriinidm-4-yl } - 
piperiditie-4-carboxylic acid ethyl ester; 

l-[5-Nitro-6-(3,4,5-ti±nethoxy-benzylaniino)-pyriinidin^-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

(5-Nitro-6-piperidm-l-yl-pyrimidin-4-yl)<3-trifluoromethyl-benzyl)-amme; 

l-[5-Nitro-6-(2-trifluoromethyl-benzylamino)-pyriimdin-4-yl]-piperidihe-4- 
carboxylic acid ethyl ester; 

l-[5-Nitro-6-(4-trifluoromethyl-benzylanuiio)-pyriniidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

L-[5-Nitro-6-(3-trifluoroinethyl-benzylariiiiio)-pyrirrudin-4-yl]-piperidirie-4- 
carboxylic acid ethyl ester, 

(5-Nitro-6-piperidin-l-yl-pyriiiudin-4-yl)<2-trifluorornethyl-beii2yl)-amiae; 
(5-Nitro-6-piperidin-l-yl-pyrinudin-4-yl)r(4-trifluoroinethyl-benzyl)-aimne; 
l-[5-Aniino-6-(3-trifluoromethyl-ben2ylaiiiino)-pyrimidiii-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-[5-Aimno-6-^4-trifluoromethyl-benzylamino)-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid etfayl ester; 

l-[6-(4-Bromo-phenylamino)-5-nitro-pyrimidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester; 

l-[5-Nitro-6<4-trifluoromethyl-phenylairaiio)-pyriimdin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-^ethyl-phenyl-amino)-5-mtro-pyriniidiii-4-yl]-piperidiiie-4-carboxylic 
acid ethyl ester; 

l-[5-Nitro-i6-(4-trifluoroinethoxy-pheriylaniino)-pyriniidin-4-yl]-piperidine- 
4-carboxylic acid ethyl ester; 

l-[6-{4TFluoro-phenylainjno)-5<utro-pyrimidin-4-yl]-piperidine-4-cart)Oxylic 
acid ethyl esten 

l-[6-(3,5-Difluoro-phenylMnino)-5-mtro-pyriinidin-4-yl]-piperidme4- 
carboxylic acid ethyl ester; 

l-[6-(3,5-DicUoro-phetiylaiiiino)-5-nitro-pyriinidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-[6^Beijzo[i,3]dibxol-5-ylaiiiiiio)-5-nitro-pyrimidiii-4-yl]-piperidine-4- 
carboxylic acid efliyl ester, 

l-[6-<2-Broino-4-trifluoromethoxy-phenylaniiiio)-5-iiitro-pyriinidin-4-yl]- 
piperidine-4-carboxyIic acid ethyl ester; 

l-[6-(2-Fliioro-pheiiylainino)-5-iiitro-pyriiriidiii-4-yl]-piperidine-4-carboxylic 
acid ethyl estei^ 
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1 -[6-(3 -Fluoro-phenylamino)-5 -nitro-pyrimidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester, 

1 - {6-[(2-Fluoro-phenyl)-methyl-amino]-5 -nitro-pyriniidin-4-yl} -piperidine- 

4-carboxylic acid ethyl ester; 

l-[6-(Ethyl-phenyl-amino)-5-nitro-pyriniidin-4-yl]-piperidine-4-carbox3'lic 

acid ethyl ester; 

1 . {6-[(4-Chloro-phenyl)-methyl-ainino]-5 -nitro-pyrimidin-4-yl} -piperidine- 

4-carboxylic acid ethyl ester; 

l_[6-(4-Difluoromethyl-benzylainino)-5-nitro-pyrirrudin-4-yl]-piperidine-4- 

carboxylic acid ethyl ester, 

1 - {6-[(2,3-Dihydro-beiizo[ 1 ,4]dioxin-6-ylmethyl)-aininp]-5-iutro-pyrimidin- 

4-yl}-piperidine-4-carboxylic acid ethyl ester, 

l-{6-[(2,3-Dihydro-benzo[l,4]dioxrn-2-ylinethyl)-arriiiio]-5-iutro-pyrinudin- 

4-yl} ^iperidine-4-carboxylic acid ethyl ester; 

l-{6-[(2,3-Dihydro-benzofbran-5-yhnethyl)-amino]-5-nitro-pyriniidin-4-yl}- 

piperidine-4-carboxylic acid ethyl ester; 

l-{6-[(6-Fluoro-4H-beii2»[l,3]dioxin-8-ylmethyl)-amino]-5-iutro-pyriiiiidin- 

4-yl}-piperidine-4-carboxylic acid ethyl ester, 

l.[6-(3,4-Dihydro-2H-beiizo|>][l,4]dioxepin-7-ylainino)-5-nitro-pyrirnidin- 
4-yl]-piperidine-4-carboxylic acid ethyl ester; 

l-{6-[4-(MoTpholine-4-sulfoiiyl)-pheiiylamiao]-5-rdtro-pyriiiudiii-4-^^ 

■I- ■ . . ■ . ■ ' . 

piperidine-4-carboxylic acid ethyl ester; 

l-[6<2,2-DifluorcHbenzo[l,3]dioxol-4-ylainino)-5-nitro-pyrimidin-4-yl]- 

piperidine-4-carboxylic acid ethyl ester; 

l-[6-(2,2-Difluoro4)enzo[l,3]dioxol-5-ylainino>5-nitro^yrimidin-4-yl]- 

piperidine-4-cafboxylic acid ethyl ester; 

l-[6-(l,l-DioxcHlH-lA,*-4)eiizol>]thiophen-^-ylamino)-5-nitro-pyriiiudin-4- 

yl]-piperidine-4-carboxylic acid ethyl ester; 

l-{6-[(ruran-3-yliiiethyl)-aiiiino]-5-rutro-pyriimdin-4-yI}-pipe^ 
carboxylic aoid ethyl ester; 

l-{6-[2<4-Meflioxy-phenoxy)-ethylamino]-5-nitro-pyriimdm-4-yl}- - 
piperidine-4-carboxylic acid ethyl ester, 

l-{6-{2<5-Methoxy4H-indol-3-yl)-ethylanjino]-5-nitro-pyriini(im-4-yl}- 
piperiditie-4-carboxylic acid eliiyl esten 

(3,4-Dihydro-2H-beii2»|>][l,4]dioxepin-7-yl)-[5-iutro^-(4-propyl-piperidi^^^ 
l-yl)-pyrimidin-4-yl]-aimne; 
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(3-Fluoro-phenyl)-[5-nitro-6-(4-propyl-piperidin- 1 -yl)-pyriimdin-4-yl] - 

amine; 

(3-Methoxy-phenyl)-[5-nitro-6-(4-propyl-piperidm-l-yl)-pyrirrudin-4-yl]- 

amine; 

1 - {6-[(3-Fluoro-phenyl)-rnethyl-amino]-5-nitro-pyrimidm-4-yl} -piperidine- 
4-carboxylic acid ethyl ester; 

l-[6-(4-Benzoyl-phenylamino)-5-nitro-pyrirDidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

1- {6-[4-(l , 1 -Dioxo- 1 X*-thiomorpholin-4-ylinethyl)-phenylainino]-5-nitro- 
pyrimidin-4-yl} -piperidine-4-carboxylic acid efliyl ester; 

l-[6-(4-Methanesulfonyl-pheiiylainino)-5-iiitro-pyrimidin-4-yl]-piperidirie-4- 
carboxylic acid ethyl ester, 

l-(6-(4-Diinethylsulfainoyl-pheiiylamino)-5-nitr(>pyiimidin-4-yl]-piperidine- 
4-carboxylic acid ethyl ester; 

1 -[6-{3 -Methoxy-phenylamino)-5 -nitro-pyrimidiii-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(2-Methoxy-phenylamino)-5-nitropyriinidin-4-yl]-piperidiiie-4- 
carboxylic acid ethyl ester; 

l-[6-(3,5-Bis-trifluoromethyl-phenylaiimio)-5-iiitro-pyriiiiidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester, 

l-[6-(2,5-Dirnethoxy-phenylanjiiio)-5-nitro^yriinidiii-4-yi]-piperidine-4- 
carboxylic acid ethyl ester; 

146-(3,5-Dimethoxy-benzylaiiiino)-5-nitro-pyriinidiii-4-yI]-piperidiiie-4- 
carboxylic acid ethyl ester, 

[5-Nitro-6-(4-propyl-piperidin-l-yl)-pyriimdin-4^yl]-(3,4,5-trimethoxy- 
benzyl)-aiuine; 

(3,5-Dimethoxy-beiizyl>[5-mtro-6-(4^)iopyl-piperidih-l-yl)-pyrinudiii-4-yl]- 

amine; 

(4-{5-Nitro-6-[4^pyridin-2-ylsulfanyl)-piperidin-l-yli-pyriinidin-4- 
ylanjino}-phenyl)-'phenyl-meth3none; 

(4-{5-Nitro-^-[4<2-trifluoroinethyli)hen6xy>piperidin-l-yl]-pyriinidin-^ 
ylaniino}-phenyl)-pheiiyl-methanone; 

l-[6-(4-Cyano-phenylainiiio)-5-iiitro-pjTinii<iin-4-yl]-piperidine-4^ 
acid ethyl ester; 

l-[6-{3,5-Diinethoxy-phenylaiiiino)-5-nitro-pyriimdin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester. 
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l-[6<4-sec-Bu1yl-phenylaniino)-5-nitro-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[6-(4-Heptyl-phenylanuno)-5-nitro-pyriinidin-4-yl]-piperidine-4-carboxylic 
acid ethyl ester; 

2'-(4-Benzoyl-phenylamino)-3'-nitro-3,4,5,6-tetrahydro-2H-[l,4']bipyridiiiyl- 
4-carboxylic acid ethyl ester; 

l-[5-Nitrp-6-(3,4,5-trimethoxy-phenylamino)-pyriinidin-4-yl]-piperidiiie-4- 
carboxylic acid ethyl ester; 

145-Nitr6-6-<4-pen1yl-phenylamino)-pyriiradin-4-yl]-piperidiiie-4-carboxylic 
acid ethyl ester; 

l-{6-[4-(3-Carboxy-propyl)-phenylarnino]-5-nitro-pyriiiiidin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester, 

1 - {644-^C^an6-phenyl-methyl)-pheriylamino]-5-nitro-pyrixnidin-4-yI} - 
piperidine-4-carboxylic acid ethyl ester, 

l-[6-{4<}yclohexyl-phenylamino)-5-nitro-pyrirnidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

1 -[5-Nitro-6-(4-[ 1 ,2,4]tri^ol-l -yl-phenylaiiiino)-pyrimidin-4-yl]-piperidine-. 
4-carboxyhc acid ethyl ester; 

l-[5-Nitro-^-(4-trifluoromethanesiilfonyl-phenylainino)-pyriiiiidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester; 

l-[5-Nitro-6-{4-[l,2,3]thiadiazoI-4-yl-phenylaniino)-pyriinidin-4-yl]- 
piperidine-4-cari)oxylic acid ethyl ester, 

[6-(4-Ethoxymethyl-piperidin-l-yl)-5-mtro-pyriiiiidin-4-yl]-(4- 
methanesulfonyl-phenyl)-amine; 

[5-Nitro-6-(4-propyl-piperidin-l-yl)-pyrimidin-4-yl]-(4-[l,2,4]triazol-l-yl- 
phenyl)-ainine; 

{5-Nitro-6-[4-(pyri(Un-2-ylsul&iiyl)-piperidin-l-yl]-pyrimidin-4-yl}-(4- 
[l,2,4]triazol-I-yl-phenyl)-anmie; 

(2-Fluoro-phenyl>{6-[4H[3-methyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5- 
nitro-pyrimidin-4-yl}-amine; 

(4-Meflianesulfonyl-phenyl)-{6-[4-(3-inethyl-[l,2,4]oxadiazol-5-yl)- - 
piperidin-l-yl]-5-iutro-pyrimidin-4-yl}-aiimie; 

{6-[4-(3-Me%l-[l,2,4]oxadiaz»l-5-yl)-piperidin-l-yl]-5-iiiti:o-pyriniidin-4- 
yl}-<4-[l,2,4]triazol-l-yl-phenyl>ainine; 

l-{5-Nitr()-6-[4-(4-trifluoromethyl-phenoxy)-phenyIainiuo]-pyrinudin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester, 
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{6-[4-{3-Ethyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yl]-5-nitro-pyriniidin-4- 
yl } -(2-fluoro-phenyl)-aniine; 

{6-[4-(2-Methoxy-phenylsulfanyl)-piperidin- 1 -yl]-5 -nitro-pyriniidm-4-yl} - 
(4-[ 1 ,2,4]triazol- 1 -yl-phenyl)-ainine; 

(4-Methanesulfonyl-phenyl)-{5-nitro-6-[4-(pyridm-2-yIsulfanyl)-piperidin-l- 
yl]-pyrimidin-4-yl } -amine; 

(3-Methoxy-phenyl)- {5-iiitro-6-[4-(pyridin-2-ylsulfanyl)-piperidm-l -yl]- 
pyriinidin-4-yl} -amine; 

Ben2;o[13]dioxoI-5-yl-[5-nitra-6-{4-propyl-piperidin-l-yl)-pyrimidin-4-yl]- 

amine; 

(4-Fluoro-phenyl)-{l-[5-nitro-6-(4-[l,2,4]triazol-l-yl-phenylamiiio)- 
pyrimidin-4-yl]-piperidin-4-yl}-methaiione; 

[5-Nitro-6-(4-phenylsulfanyl-piperidin-l -yl)-pyrimidiii-4-yl]-(4- 
[l,2,4]triazol-l-yl-phenyl)-amine; 

(4-Fluoro-phenyl)- { 1 -[6-(2-fluoro-pheriylamino)-5-nitro-pyrimidin-4-yl]- 
piperidin-4-yl} -methanone; 

l-(6-(2-Methyl-5-phenyl-2H-pyrazol-3-ylamino)-5-mtro-pyrimidin-4-yl]- 
piperidine-4-carboxylic acid ethyl ester, 

(4-Mettianesulfonyl-phenyl)-[5-nitro-6-(4-phenylsulfanyl-piperidin-l-yl)- 
pyrimidin-4-yl]-amine; 

(4-Methanesulfonyl-phenyl)- {5-nitro-6-[4-(pyridin-2-yloxy)-piperidin-l -yl]- 
pyrimidin-4-yl} -amine; 

{6-[4-(4-Fluoro-phenoxy)-piperidin-l-yl]-5-nitro-pyrimidin-4-yl}-(4- 
methanesulfonyl-phenyl)-amine; 

(4-Methanesulfonyl-phenyl)- {5-m1ro-6-[4-(pyridin-4-yloxy)-piperidin-l -yl]- 
pyrimidin-4-yl} -amine; 

(4-Methanesulfonyl-phenyl)-{5-«itro-6-[4-(pyrimidin-2-yloxy)-piperidin-l- 
yl]-pyrimidin-4-yl} -amine; 

(4-Methanestdfonyl-phenyl)-{5-nitro-6-[4-(pyridin-4-yisiilfanyl)-piperidin-l- 
yl]-pyrimidin-4-yl} -amine; 

(4-Methanesulfonyl-phenyl)-{6-[4-(4-methoxy-phenyIsulfanyl>piperidin-l- 
yl]-5-nitro-pyrimidin-4-yl} -amine; 

[6-(4-Benzenesulfonyl^iperidin-l-yl)-5-nitro-pyrimidin-4-yl]-(4- 
methanesulfonyl-phenyI)-amine; 

{4-[6-(4-Methanesulfonyl-phenylaniino)-5-nitro-pyriniidin-4-yl]-piperazin-l- 
yl}-acetic acid ethyl ester; 
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(2-Fluoro-phenyl)- {5-nitro-6-[4-(pyridin-2-ylsulfanyl)-piperidin- 1 -yl]- 
pyrinudin-4-yl} -amine; 

2-Methoxy-phenyl)-{5-nitro^-[4-<pyridin-2-ylsulfanyl)-piperidin-l-yl]- 
pyriiradin-4-yl} -amine; 

(4-Methanesulfonyl-phenyl)-(5-nitro-6-{4-[3-(3-trifluoromethyl-phenyl)- 
[1 ,2,4]oxadiazol-5-yl]-piperidinT 1 -yl) -pyrimidin-4-yl)-amine; 

{6-[4-(3-Ethyl-[l,2,4]oxadiazol-5-yI)-piperidin-l-yl]-5-nitro-pyrimidin-4- 
yl}-(4-methanesulfonyl-phenyl)-amine; 

(6-{4-[5-(4-Fluoro-phenyl)-[l,3,4]oxadiazol-2-yl]-piperidin-l-yl}-5-nitro- 
pyrimidin-4-yl)-(4-methanesulfonyl^henyl)-amine; 

(4-Methanesulfonyl-phenyl)-[5-nitro^-(4-pyridin-2-ylmethyl-piperidin-l-yl)- 
pyrimidin-4-yl]-aniine; 

l-{6-[4-(4,5-Dichloro-imidazol-l-yl)-phenylamino]^5-nitro-pyrimidin-4-yl}- 
piperidine-4-carboxylic acid ethyl ester; 

Benzo[ 1 ,3]dioxol-5-yl- {5-nitro-6-[4-{pyridin-2-yIsuIfanyl)-piperidin- 1 -yl]- 
pyriniidin-4-yl} -amine; 

(4-Fluoro-phenyl)-{l-[6-(2-fluoro-phenylamino)-5-nitro-pyrimidin-4-yl]- 
piperidin-4-yl} -methanone; 

{ l-[6-(Benzo[l,3]dioxol-5-ylanmio)-5-nifro-pyrimidin-4-yl]-piperidin-4-yl} - 
(4-fluoro-phenyl)-methanone; 

(2,3-Difluoro-phenyl)-{5.nitro-6-[4-^yridin-2-ylsulfanyl)-piperidin-l-yl]- 
pyrimidin-4-yl} -amine; . 

(2,4-Difluoro-phenyl)-{5-mtro-6-[4-^yridin-2-ylsulfanyl)-piperidin-l-yl]- 
pyrimidin-4-yl} -amine; 

(2,5-Difluoro-phenyl)-{5-nitro-6-[4-{pyridin-2-ylsulfanyl)-piperidin-l-yl]- 
pyrimidin-4-yl} -amine; 

l.[6-(4-Benzenesulfonyl-ph£nylamino)-5-nitroHpyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-[5-Nitr(>^-{2-trifluoromethyl-3H-benzmimida2»l-5-yIamino)-pyii^ 
yl]-piperidine-4-Garboxylic acid ethyl ester; 

l-{5-Nitro-6-[3<I4,2,2-tetrafluorp-efhoxy)^henylaniino]-pyrimidin-4-yl}- 
piperidine-4-carboxyhc acid ethyl esta-, 

{6-[4-{4-Iodo^henoxy)^ipOTdin-l -yl]-5-nitro-pyrimidin-4-yl} -(4- 
meflianesidfonyl-rphenyl)-ainine; 

(2-Fluoro-4-methahesulfonyl-phemyl)-{6-[4-<3-isopropyl-[l,2,4]oxadia2X)l-5- 
yl)-piperidin-l-yl]-5-nitro-pyriimdin-4ryl}-amine; 
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{6-[4<3-Ethyl41,2,4]oxadia2»l-5-yl)-piperidm4-yl]-5-nitro-pyriinidm-4- 
yl}-(2-fluoro-4-methanesulfonyl-phenyl)-amine; 

(4-Methanesulfonyl-phenyl)-{5-nitro-6-[4-(3-propyl-[l,2,4]oxadiazol-5-yl)- 
piperidin- 1 -yl]-pyrimidin-4-yl}-aiiune; 

{6-[4-(3-C:yclopropylmethyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yl]-5-nitro- 
pyrimidin-4-yl}-(4-methanesulfonyl-phenyI)-aimne; 

{6-[4-(3Jsopropyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yl]-5-nitro-pyrimidin- 
4-yl}-(4-methanesulfonyl-phenyl)-amme; 

{6-[4-{3-Cyclopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5-nitro- 
pyrimidin-4-yl}-(4-methanesulfonyl-phenyl)-amine; 

4-[4-(3-Isopropyi-[l,2,4]oxadiazOl-5-yl)-piperidin-l-yl]-6-(4-methylsulfanyl- 
phenylainino)-pyrimidine-5-carbomtrile; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(4- 
methanesulfinyl-phenylainmo)-pyrimidine-5-carbonitrile; 

(4-Methanesulfonyl-phenyl)-{5-mtro-6-[4-(4-trifluoromethoxy-phenoxy)- 
piperidin-1 -yl]-pyriniidin-4-yl}-ainine; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol'5-yl)-piperidin-l-yl]-6-(4- 
methanesulfonyl-phenylamino)-pyriinidme-5-carbonilrile; 

1- { 1 -[6-(2-inuoro4-methanesulfonyl-phenylamino)-5-iiitro-pyriniidin-4-yl]- 
piperidin-4-yl } -hexan-1 -one; 

l-{l-[6-(4-Metiianesulfonyl-phenylamino)-5-nitro-pyrimidm-4-yl]-piperidin- 
4-yl} -hexan-1 -one; 

{6-[4-(3-tert-Butyl-(l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5-nitro-pyriinidin- 
4-yl}-(2-fluoro-4-methanesulfonyl-phenyl)-amine; 

{6-[4-(3-tert-Butyl-[l,2,4]oxadia2»l-5-yl)-piperidin-l-yl]-5-mtro-pyriimdin- 
4-yl}-(4-methanesulfonyl-phenyl)-amine; 

[6-(4-Ben2ofuran-2-yl-5)iperidm-l-yl)-5-nitro-pyi±iiidm-4-yl]-(4- 
niethanesulfonyl-phfenyl)-anune; 

4-<3-Fluoro-4-methanesidfonyl-phenylamino)-6-[4-(3-isopropyl- 
[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]^yrimidine-5-carbonitrfle; 

{6-[4K3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5-mtro-pyrumdm- 
4-yl}-(5-methanesulfonyl-pyridm-2-yl)-amine; 

(3-Flubfo-4-meflianesulfonyl-phenyl)- {6-[4-(3-isopropyl-[ 1 ,2,4]oxadiazol-5- 
yl)-piperidin-l-yl]-5-mtro-pyrimidm-4-yl} -amine; 

{6-[4-(3-Isopropyl-(l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-5-nitro-pyrimidin- 
4-yl}-(6-methanesulfonyl-pyridin-3-yl)-aniine; 
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4-(2,3-Difluoro-phenylamino)-6-[4-{3-isopropyl-[l,2,4]oxadiazol-5-yl)- 
piperidiii-l-yl]-pyrimidine-5-carbonitrile; 

4-(2,5-Difluoro-phenylamino)-6-[4-(3-isopropyI-[l,2,4]oxadiazol-5-yl)- 
piperidin-l-yl]-pyrimidme-5-carbonitrile; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yl]-6-(4-methylsulfanyl- 
phenylamino)-pyrimidine-5-carbomtrile; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazDl-5-yl)-piperidin-l-yl]-6-{4- 
methanesulfonyl-phenylamino)-pyriinidine-5-carbonitrile; 

4-{4-Hexanoyl-piperidin-l -yl)-6-(6-methylsulfanyl-pyridin-3-ylainino)- 
pyrimidine-S-carbonitrile; 

4-^4-Hexanoyl-piperidin7l-yl)-6-(6-methanesylfonyl-pyridin-3-ylammo)- 
pyrimidine-S -carbonitrile; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(6-methyIsulfanyl- 
pyridin-3-ylaniino)-pyrimidine-5-carbonitrile; 

4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidm-l-yl]^-(6- 
methanesulfonyl-pyridin-3-ylaniino)-pyriinidine-5 -carbonitrile; 

l-[4-[4-(3-Isopropyl-[l,2,4]oxadiazol-57yl)rpiperidin-l-yl]-6-(4- 
methanesulfonyl-phenylammo)-pyriinidin-5-yl]-ethanone; 

and 

l-[4-[4-(3-Isopropyl-[l,2,4]oxadiazol-5-yl)-piperidin-l-yl]-6-(6- 
methanesidfonyl-pyridin-3-ylamino)-pyriniidm-5-^yl]-e1iianone; 

or a pharmaceuticaUy acceptable salt, hydrate or solvate thereof. 

75. The compound according to claim 1 wherein said compound is selected from the 

group consisting of: 

l-(5-Nitro-6-phenyl-pyrimidin-4ryl)-piperidine-4-cart)oxylic acid ethyl ester, 
l-{6-Naphthalen-2-yl-5-nitro-pyrimidin-4-yl)-piperidine-4-carboxylic acid 

ethyl ester; 

l-[6-(4-^Methanesulfonyl-phenyl)-5Hiitro^yiiimdin-4-yl]-piperidine-^ 
carboxylic acid ethyl ester; 

l-(6-Ben2a)fin^-5-yl-5-ni1ro-pyrimidm-4-yl)-piperidine-4-carb^^^ 
ethyl ester; 

l-i5-Nitro-6-(3-trifluoromethyl-phenyl)^yrimidin-4-yl]-piperidine-4- 
carboxyhc acid ethyl ester, 

l-[6-(4-Methoxy-phOTyl)-5-mtro-pyrimidinT4-yl]-^piperi 
acid ethyl ester, 

4-{4-Butyl-piperidin-l-yl)-€-fiiran-3-yl-5-ni<ro-pyrinudine; 
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l-[6-(3-Chloro-phenyl)-5-nitro-pyrimidm-4-yl]-piperidine-4-carboxylic acid 
ethyl ester; 

l-[6-(2,6-Dimethoxy-phenyl)-5-nitro-pyriinidm-4-yl]-piperidme-4-carboxylic 
acid ethyl ester; 

l-(6-Naphthalen-l-yl-5-nitro-pyrimidin-4-yl)-piperidine-4-carboxylic acid 
ethyl ester; 

l-(6-(4-Methylsulfanyl-phenyl)-5-nitro-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-(2^4'-Dihydroxy-5-nitro-[4,5']bipyriiiudinyl-6-yl)-piperidine-4-carboxylic 
acid ethyl ester, 

l-[6-{4-Methanesulfonyl-phenyl)-5-nitro-pyriTnidin-4-yl]-piiperidiiie-4- 
carboxylic acid ethyl ester; 

l-[6-(3,5-Bis-trifluoromethyl-phenyl)-5-nitro-pyriiiudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-(6-Dibenzothiophen-4-yl-5-nitro-pyrimidin-4-yl)-piperidine-4-carboxylic 
acid ethyl ester; 

l-[6-(3,5-Dimethyl-isoxazol-4-yl)-5-nitro-pyriimdin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-{5-Nitro-6-thiophen-2-yl-pyrimidin-4-yl)-piperidine-4-carboxyIic acid ethyl 

ester; 

146-(3,5-Dichloro-phenyl)-5-nitro-pyrimidin-4-yl]-pipeiidine-4-carboxylic 
acid ethyl ester; 

l-{6-Dibenzofiu-an-4-yl-5-nitro-pyriimdin-4-yl)-piperidine-4-caiboxylic acid 
ethyl ester; 

l-[M3>5-Dimethyl-phenyl)-5-nitro-pyriimdin-4-yI]-piperidine-4-carboxylic 
' acid ethyl ester, 

146-<4-Ace1yl-phenyl)-5-nitr6-pyrimidin-4-yl]^pipOTdine-4-^ acid 
ethyl ester; 

l-[6-{4-Ethanesidfonyl-phenyl)-5-nitro-pyriirudiii-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

H6-<2-nuorcHbiphenyl-4^yl)-5-nitro-pyrinridin-4-yl]-piperidiiie-4- 
carboxylic acid ethyl ester; 

l-[6-{3-Methanesulfohyl-phenyl)-5-iiitro^jdtiiidin-4-yl]-ipiperidine-4- 
carboxylic acid efliyl ester; 

1 - {6-[4-(2-Carboxy-ethyl)-phenyl]-5-iutro-pyriinidin-4-yI} -piperidine-4- 
carboxylic acid ethyl ester; 
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l-{6-[4-(2-Methoxycarbonyl-etliyl)-phenyl]-5-nitro-pyriniidin-4-yl}- 
.piperidine-4-carboxylic acid methyl ester; 
and 

1 - {6-[4-(2-Methoxycarbonyl-ethyl)-phenyl]-5-nitro-pyriirudm-4-yl} - 
piperidme-4-carboxyIic acid ethyl ester, 

or a pharmaceutically acceptable salt, hydrate or solvate thereof. 

The compound according to claim 1 wherein said compound is selected from the 
group consisting of: 

l-[5-Nitro-6-(2-trifluoromethyl-phenyIethynyI)-pyrinudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-(5-Nitro-6-phenylethynyl-pyrimidin-4-yl)-piperidine-4-carboxyIicacid 
ethyl ester, 

l-[5-Nitro-6-(4-trifluoromethyl-phenylethynyl)^yrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester, 

l-(5-Nitro-6-m-tolyleaiynyl-pyrimidin-4-yl)-piperidine-4-carboxylic acid 
ethyl ester; 

l-[6-(2-Fluoro-phenylethynyl)-5-nitro-pyrinudin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

l-[5-Nitro-6-(3-trifluoromethyl-phenylethynyI)-pyrimidin-4-yl]-piperidine-4- 
carboxylic acid ethyl ester; 

and 

l-[5-Aniino-6-<3-trifluoromethyl-phenyleaiynyl)-pyrimidin-4-yl]-piperidine. 
4-carboxylic acid ethyl ester; 

1 

or a pharmaceutically acceptable salt, hydrate or solvate thereof 

The compound according to claim 1 wherein said compound is 5-Nitro-4-(5-phenyl- 
(l,3,4]oxadiazol-2-ylsulfanyl)-6-[4-(pyridin-2-ylsulfkiyl)-piperidin-l-yl]-pyr^ 
or a pharmaceutically acceptable salt, hydrate or solvate thereof. 

A pharmaceutical bonqwsition comprising at least one compound according to any 
one of claims 1 to 11 and a pharmaceutically acceptable carrier. 

A method for prophylaxis or treatment of a metabolic disorder in an individual 
conqjrising administmng to the individual a flierapeutically effective amount of a 
compound according to any one of claims 1 to 77 or a pharmaceutical composition of 
claim 78. 
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80. The method according to claim 79 wherein the metaboHc disorder is type I, type n 
diabetes, inadequate glucose tolerance, insulin resistance, hyperglycemia, 
hyperlipidemia, hypertriglyceridemia, hypercholesterolemia, dyslipidemia, syndrome 
X or metabolic syndrome. 

8 1 . The method according to claim 79 wherein the metabolic disorder is type n diabetes. 

82. A method for controlling or decreasing weight gain of an individual comprising 
administering to the individual a therapeutically effective amount of a compound 
according to any one of claims 1 to 77 or pharmaceutical composition of claim 78. 

83. A method of modulating a RUP3 receptor comprising contacting the receptor with a 
compound according to any one of claims 1 to 77. 

84. A method of modulating a RIIP3 receptor in an individual comprising contacting the 
receptor with a compound according to any one of claims 1 to 77. 

85. The method of modulating the RTIPS receptor according to claim 83 or 84 wherein 
the confound is an agonist. 

86. The method of modulating the RUP3 receptor according to claim 83 or 84 wherein 
the compound is an inverse agonist 

87. The method of modulating the RUP3 receptor according to any one of claims 84 to 
86 wherein the modulation of the RUP3 receptor is prophylaxis Or treatment of a 
metabolic disorder. 

88. The method of modulating tiie RUP3 receptor according to claim 87 wherein flie 
metabolic disorder is type I, type BE diabetes, inadequate glucose tolerance, insulin 
resistance, hyperglycemia, hyperlipidemia, hypertriglyceridemia, 
hypercholesterolemia, dyslipidemia, syndrome X or metabolic syndrome. 



89. 



The method of modulating the RUP3 receptor according to claim 87 wherein the 
metabolic disorder is type II diabetes. 
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90. The method of modulating the RUP3 receptor according to any one of claims 84 to 
86 wherein the modulation of the RUP3 receptor controls or reduces weight gain of 
the individual. 



9 1 . The method according to any one of claims 84' to 90 wherein the individual is a 
mammal. 

92. The method according to claim 91 wherein the mammal is a human. 

93. Use of a compound according to any one of claims 1 to 77 for production of a 
medicament for use in prophylaxis or treatment of a metabolic disorder. 

94. The use of a compound according to claim 93 wherein the metabolic disorder is type 
n diabetes, inadequate glucose tolerance, insulin resistance, hyperglycemia, 
hyperlipidemia, hypertriglyceridemia, hypercholesterolemia, dyslipidemia, syndrome 
X or metabolic syndrome. 

95. Use of a compound according to any one of claims I to 77 for production of a 
medicament for use in controlling or decreasing weight gain in an individual. 

96. The use according to claim 95 wherein the individual is a mammal. 

97. The use according to claim 96 wherein the mammal is a human. 

98. A compound according to any one of claims 1 to 77 or a pharmaceutical composition 
according to claim 78 for use in a method of treatment of the human or animal body 
by therapy. 

99. A compound according to any one of claims 1 to 77 or a pharmaceutical composition 
according to claim 78 for use in a method of prophylaxis or treatment of a metabolic 
disorder of the hurnan or animal body by therapy. 



100. 



Hie method of producing a pharmaceutical composition comprising admixing at least 
one compound according to any one of claims 1 to 77 and a phannaceutieally 
acceptable carrier. 



